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AB Compds . of 


the 
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substrate-spacer-active substance. 


where the substrate 



are cleaved under physiol. or pathophysiol . conditions, the substrate is not an amino 
acid or peptide residue, and the active ingredient is a chemical compound with biol. 
activity or a derivative thereof, with the exception of N-bonded derivs. of 
anthracycline, paranitroanilide, or cytosine arabinoside, were prepared Thus, 3 ' -N- 
f luorenylmethoxycarbonyldoxorubicin in PhMe was treated with diisopropylethylamine and 
diphosgene; after 1 h 4- (6-0-methyl-13-D- glucuronyloxy) -3-nitrobenzylamine and 
diisopropylethylamine in DMF were added and the mixture was stirred 14 h to give, after 
deprotection, 14-0- [ 4- (P-D-glucuronyloxy) -3-nitrobenzylaminocarbonyl] doxorubicin (I) . 
I showed an acute LD50 in mice of >1500 mg/kg, vs. 20 mg/kg for doxorubicin itself. I 
at 500 mg/kg in mice implanted with human LOVO colon tumors showed a T/C = 40.0%. 
IT 59865-13-3DP , Cyclosporin a, substrate-spacer prodrugs of 
RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 59865-13-3 HCAPLUS 

CN Cyclosporin A (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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